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OTHER SOURCE(S): MARPAT 138:353988 



AB The invention is directed to physiol. active benzimidazoles and analogs 
(shown as I; variables defined below; e.g. 

2- (lH-indazol-3-yl) -lH-benzimidazole-5-carboxylic acid benzylamide ) and 
compns. containing such compds . , and their prodrugs, and pharmaceutically 
acceptable salts and solvates of such compds. and their prodrugs, as well 

as to novel I and to processes for their preparation Such compds. and compns. 
have valuable pharmaceutical properties, in particular the ability to 
inhibit kinases. For I: X = C-R2 and W, Y and Z = CH or CR3 ; or W = CH, X 
= N, Y = CH or CR3, and Z = CH or CR3; or W = N, X = CH or CR2, Y = CH and 
CR3, and Z = CH or CR3 ; or W = N, X = CH or CR2, Y = N, and Z is CH or 
CR3; or W = N, X = CH or CR2, Y = CH or CR3, and Z = N; or W = N, X = N, Y 
= CH or CR3, and Z = CH or CR3 . A5 = H or alkyl; Rl = optionally 
substituted aryl or heteroaryl; addnl. details are given in the claims. 
IC50 values for >200 I are tabulated for inhibition of KDR receptor 
tyrosine kinase. Particular I inhibit SYK activity with ICSO's = 100 
|iiM to 0.1 nM. Particular I inhibit ITK activity with ICSO's = 100 
|nM to 1 |uM. I inhibit the increase in edema observed in a sensitized 
mouse ear following antigen exposure and inhibit mast cell activation and 
functional responses when given orally in a mouse model of passive 
cutaneous anaphylaxis. Methods of preparation are claimed and hundreds of 
example prepns. of I and intermediates leading to them are included. For 
example, 20 mg 2- ( lH-indazol-3-yl ) -lH-benzimidazole-5-carboxylic acid 
benzylamide was prepared from 20 mg 2- ( lH-indazol-3-yl ) -lH-benzimidazole-5- 
carboxylic acid and benzylamine in DMF in the presence of HBTU followed by 
addition of N, N-diisopropylethylamine; the acid was prepared in several steps 
starting from 3-indazolecarboxylic acid and involving intermediates Me 

3- indazolecarboxylate, ( lH-indazol-3-yl ) methanol and 
lH-indazole-3-carboxaldehyde . 

IT 518988-26-6P , 2- ( 4-Isobutyrylamino-lH-pyrazol-3-yl) -IH- 
benzimidazole-5-carboxylic acid 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate; preparation of benzimidazoles and analogs and their use as 
protein kinase inhibitors) 
RN 518988-26-6 CAPLUS 

CN lH-Benzimidazole-6-carboxylic acid, 

2-[4-[ (2-methyl-l-oxopropyl)amino]-lH-pyrazol-3-yl]- (CA INDEX NAME) 



Page 2 



10/564,166 STN WO 200335065 Page 3 




i-Pr-C— NH 

II 
0 



IT 518988-25-5P , 2- (4-Isobutyrylamino-lH-pyrazol-3-Yl) -IH- 

benzimidazole-5-carboxylic acid benzylamide 518988-32-4P , 
N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] isobutyramide 
518988-33-5P , N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -IH-pyrazol- 
4-yl] -3-methylbutyramide 518988-34-6P , 

N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -2- 
phenylacetamide 518988-35-7P , Cyclopropanecarboxylic acid 
[3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518988-36-8P , Methoxyacetic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-Yl)-lH-pyrazol-4-yl] amide 
518988-37-9P , Cyclopentanecarboxylic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl]amide 
518988-38-OP , Trimethylacetic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl]amide 
518988-39-lP , tert-Butylacetic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl)-lH-pyrazol-4-yl] amide 
518988-40-4P , Butanoic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl)-lH-pyrazol-4-yl]amide 
518988-41-5P , Isoxazole-5-carboxylic acid 

[3- (b, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518988-42-6P , (S) - (+) -2-Methylbutanoic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518988-43-7P , Cyclopropanecarboxylic acid 

[3- (5-ethyl-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518988-44-8P , Piperidine-l-carboxylic acid 

[3- ( 6-chloro-5-methoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518988-45-9P , 3- [3- (6-Chloro-5-methoxy-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl] -1, 1-dimethylurea 518988-46-OP , 

Cyclopropanecarboxylic acid [3- (5-methoxy-lH-benzimidazol-2-yl) -IH-pyrazol- 
4-yl] amide 518988-47-lP , Cyclopropanecarboxylic acid 

[3- (5-ethoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518988-48-2P , Cyclopropanecarboxylic acid 

[3- (5-f luoro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518988-49-3P , Cyclopropanecarboxylic acid 

[3- ( 5-trif luoromethoxy-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518988-50-6P, Cyclopropanecarboxylic acid 

[3- ( 5-trif luoromethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518988-51-7P , N- [ 3- ( 5-Trif luoromethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl] isobutyramide 518988-52-8P , 

Cyclopropanecarboxylic acid [3- ( 5-chloro-6-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl] amide 518988-54-OP , 

3, 5-Dimethylisoxazole-4-carboxylic acid 

[ 3- ( 5 , 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518988-55-lP , N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
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4-yl] acetamide 518988-56-2P , Furan-3-carboxylic acid 
[3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518988-57-3P , N- [ 3- ( 5 , 6-Dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl] -4-methylbenzamide 518988-91-5P , 

N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -2- 
morpholinoacetamide 518988-92-6P , 

2- Dimethylamino-N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yl ] acetamide 518988-93-7P , 

N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -2-piperidin-l- 
ylacetamide 518988-94-8P , 

N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -2- (lH-1, 2, 3, 4- 
tetrazol-l-yl) acetamide 518988-95-9P , 

N- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] isonicotinamide 
518988-96-OP , 2-Cyclopropyl-N- [3- (5, 6-dimethyl-lH-benzimidazol-2- 
yl ) -lH-pyrazol-4-yl ] acetamide 518988-97-lP , 

1- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] -3-methylurea 

518988- 98-2P , 1- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -IH-pyrazol- 
4-yl] -3-isopropylurea 518988-99-3P , 

1- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -3-phenylurea 

518989- 00-9P , l-Benzyl-3- [ 3- ( 5 , 6-dimethyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl] urea 518989-01-OP , Cyclopropanecarboxylic acid 

[3- (5-ethoxy-6-ethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518989-06-5P , 4-Methylpiperazine-l-carboxylic acid 

[3- ( 1 , 5, 6 , 7-tetrahydro-l , 3-diaza-s-indacen-2-yl ) -lH-pyrazol-4-yl ] amide 

518989-08-7P , 1, l-Dimethyl-3- [3- (1, 5, 6, 7-tetrahydro-s-indacen-2- 

yl) -lH-pyrazoi-4-yl] urea 518989-10-lP , Cyclopropanecarboxylic 

acid [3- (6-ethoxy-5-f luoro-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 

518989-13-4P , Tetrahydropyran-4-carboxylic acid 

[3- ( 6-ethoxy-5-f luoro-lH-benzimidazol-2-yl) -lH-pyrazole-4-yl ] amide 
518989-15-6P , Morpholine-4-carboxylic acid 

[3- (6-ethoxy-5-f luoro-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518989-17-8P , Piperidine-4-carboxylic acid 

[3- (6-ethoxy-5-f luoro-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518989-19-OP , 3- [3- (6-Ethoxy-5-f luoro-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]-l, 1-diethylurea 518989-24-7P , 

3- [3- (5-Dif luoromethoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -1, 1- 
diethylurea 518989-26-9P , Piperidine-l-carboxylic acid 

[3- (5-dif luoromethoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518989-28-lP , Cyclopropanecarboxylic acid 

[3- (6-chloro-5-methoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518989-29-2P , Cyclopropanecarboxylic acid 

[3- (1,5,6, 7-tetrahydro-l, 3-diaza-s-indacen-2-yl ) -lH-pyrazol-4-yl ] amide 
518989-30-5P , Morpholine-4-carboxylic acid 

[3- (1, 5, 6, 7-tetrahydro-l, 3-diaza-s-indacen-2-yl) -lH-pyrazol-4-yl] amide 
518989-31-6P , Piperidine-l-carboxylic acid 

[3- ( 5-methoxy-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518989-32-7P , 3- [ 3- ( 5-Methoxy-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yl] -1, 1-dimethylurea 518989-33-8P , Piperidine-l-carboxylic 
acid [3- ( 5-ethyl-6-methyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
518989-34-9P , 3- [3- (5-Fluoro-6-methyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl] -1, 1-dimethylurea 518989-35-OP , 

Morpholine-4-carboxylic acid [3- (5-trif luoromethyl-lH-benzimidazol-2-yl) - 
lH-pyrazol-4-yl ] amide 518989-41-8P, Morpholine-4-carboxylic 
acid [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] amide 
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518989-42-9P , Piperidine-l-carboxylic acid 

[3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pYrazol-4-yl] amide 
518989-45-2P , 3- [ 3- ( 5 , 6-Dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl] -1, 1-dimethylurea 518989-47-4P , 

l-Cyclopropyl-3- [3- ( 5-ethyl-6-methyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yljurea 518989-48-5P , 1- [ 3- ( 5-Ethyl-6-methyl-lH-benzimidazol-2- 
yl) -lH-pyrazol-4-yl] -3-methylurea 518989-49-6P , 

4-Methylpiperazine-l-carboxylic acid 

[3- (5-ethyl-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518989-50-9P , Piperidine-l-carboxylic acid 

[3- (5-f luoro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518989-51-OP , l-[3-(5-Fluoro-6-methyl-lH-benzimidazol-2-yl)-lH- 
pyrazol-4-yl ] -3-methylurea 518989-52-lP , 

Morpholine-4-carboxylic acid [3- ( 5-f luoro-6-methyl-lH-benzimidazol-2-yl ) - 
lH-pyrazol-4-yl] amide 518989-53-2P , 
4-Methylpiperazine-l -car boxy lie acid 

[3- (5-f luoro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
518989-54-3P , l-Methyl-3- [3- (5-trif luoromethyl-lH-benzimidazol-2- 
yl)-lH-pyrazol-4-yl]urea 518989-55-4P , 

1- [3- (5-Chloro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -3- 
methylurea 518989-56-5P , 4-Methylpiperazine-l-carboxylic acid 
[3- (5-chloro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] amide 
518989-57-6P , l-tert-Butyl-3- I 3- ( b , 6-dimethyl-lH-benzimidazol-2- 
yl)-lH-pyrazol-4-yl]urea 518989-58-7P , 

1- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -3-ethylurea 
518989-59-8P , 4-Methylpiperazine-l-carboxylic acid 
[3- (5, 6-dimethyl-lH-benzimidazol-2-yl)-lH-pyrazol-4-yl] amide 
518989-60-lP , l-Cyclopropyl-3- [3- (5, 6-dimethyl-lH-benzimidazol-2- 
yl)-lH-pyrazoi-4-yl]urea 518989-61-2P , 

3- [3- (b, 6-Dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] -1, 1-diethylurea 
518989-62-3P , 1- [3- (5, 6-Dimethyl-lH-benzimidazol-2-yl) -IH-pyrazol- 

4- yl]-3-isobutylurea 518989-63-4P , 

l-Cyclopropylmethyl-3- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yljurea 518990-82-4P , Furan-3-carboxylic acid 

[3- (5-chloro-6-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl ] amide 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of benzimidazoles and analogs and their use as 
protein kinase inhibitors) 
RN 518988-25-5 CAPLUS 

CN lH-Benzimidazole-6-carboxamide, 2-[4-[ (2-methyl-l-oxopropyl) amino] -IH- 
pyrazol-3-yl]-N-(phenylmethyl)- (CA INDEX NAME) 




Ph-CH2-NH- C 
II 
0 



i-Pr-C— NH 



II 



0 
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RN 518988-32-4 CAPLUS 

CN Propanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -2- 
methyl- (CA INDEX NAME) 




i-Pr— C— NH 



0 



RN 518988-33-5 CAPLUS 

CN Butanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -3- 
methyl- (CA INDEX NAME) 




i-Bu— C— NH 
0 



RN 518988-34-6 CAPLUS 

CN Benzeneacetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4- 
yl]- (CA INDEX NAME) 




Me 



RN 518988-35-7 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 
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Me 




RN 518988-36-8 CAPLUS 

CN Acetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -2- 
methoxy- (CA INDEX NAME) 




Me 



RN 518988-37-9 CAPLUS 

CN Cyclopentanecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518988-38-0 CAPLUS 

CN Propanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -2 , 2- 
dimethyl- (CA INDEX NAME) 
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RN 518988-39-1 CAPLUS 

CN Butanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -3 , 3- 
dimethyl- (CA INDEX NAME) 



NH- C-CH2-CMe3 



RN 518988-40-4 CAPLUS 

CN Butanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] ■ 
(CA INDEX NAME) 




RN 518988-41-5 CAPLUS 

CN 5-Isoxazolecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518988-42-6 CAPLUS 

CN Butanamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -2- 
methyl-, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 



Me 




RN 518988-43-7 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (6-ethyl-5-methyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518988-44-8 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- ( 6-chloro-5-methoxy-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518988-45-9 CAPLUS 

CN Urea, N' - [3- (6-chloro-5-methoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -N, N- 
dimethyl- (CA INDEX NAME) 




Me2N-C— NH 



0 



RN 518988-46-0 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (6-methoxy-lH-benzimidazol-2-yl) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 




RN 518988-47-1 CAPLUS 
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CN Cyclopropanecarboxamide, N- [3- (6-ethoxy-lH-benzimidazol-2-yl) -lH-pyrazol-4- 
yl]- (CA INDEX NAME) 



EtO^ 




RN 518988-48-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (6-f luoro-5-methyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518988-49-3 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- [6- (trif luoromethoxy ) -lH-benzimidazol-2-yl ] - 
lH-pyrazol-4-yl]- (CA INDEX NAME) 




C=0 

A 

RN 518988-50-6 CAPLUS 
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CN Cyclopropanecarboxamide, N- [3- [6- (trif luoromethyl ) -lH-benzimidazol-2-yl ] - 
lH-pYrazol-4-yl]- (CA INDEX NAME) 



F3C' 




RN 518988-51-7 CAPLUS 

CN Propanamide, 2-methyl-N- [3- [6- (trif luoromethyl ) -lH-benzimidazol-2-yl ] -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 



F3C' 




i-Pr-C— NH 



0 



RN bl8988-b2-8 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- ( 6-chloro-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518988-54-0 CAPLUS 

CN 4-Isoxazolecarboxamide, N- [ 3- ( 5, 6-dimethyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl] -3, 5-dimethyl- (CA INDEX NAME) 
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0 — N 



RN 518988-55-1 CAPLUS 

CN Acetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] - (CA 
INDEX NAME) 




AcNH 



RN bl8988-56-2 CAPLUS 

CN 3-Furancarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yl]- (CA INDEX NAME) 




RN 518988-57-3 CAPLUS 

CN Benzamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -4- 
methyl- (CA INDEX NAME) 
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RN 518988-91-5 CAPLUS 

CN 4-Morpholineacetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 




RN 518988-92-6 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518988-93-7 CAPLUS 

CN 1-Piperidineacetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 



Me 




RN 518988-94-8 CAPLUS 

CN IH-Tetrazole-l-acetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




N N 



RN 518988-95-9 CAPLUS 

CN 4-Pyridinecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 
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Me 




RN 518988-96-0 CAPLUS 

CN Cyclopropaneacetamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 




RN 518988-97-1 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' -methyl- 
(9CI) (CA INDEX NAME) 




MeNH— C— NH 



0 



RN 518988-98-2 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' - ( 1- 
methylethyl) - (CA INDEX NAME) 
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i-PrNH— C— NH 



0 



RN 518988-99-3 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' -phenyl- 
(CA INDEX NAME) 




RN 518989-00-9 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' - 
(phenylmethyl)- (CA INDEX NAME) 




RN 518989-01-0 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- ( 6-ethoxy-5-ethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518989-06-5 CAPLUS 

CN 1-Piperazinecarboxamide, 4-methyl-N- [3- (1,5,6, 7-tetrahydroindeno [5, 6- 
d]imidazol-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 




NH 



C=0 

9 

Me 



RN 518989-08-7 CAPLUS 

CN Urea, N, N-dimethyl-N ' - [3- ( 1, 5, 6, 7-tetrahydroindeno [5, 6-d] imidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




NH 



Me2N— C— NH 



0 



RN 518989-10-1 CAPLUS 

CN Cyclopropanecarboxamide, N- [ 3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -IH- 

pyrazol-4-yl] - (CA INDEX NAME) 
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RN 518989-13-4 CAPLUS 

CN 2H-Pyran-4-carboxamide, N- [3- (5-ethoxy-6-f luoro-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]tetrahydro- (CA INDEX NAME) 




RN 518989-15-6 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




6 
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RN 518989-17-8 CAPLUS 

CN 4-Piperidinecarboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -IH- 
PYrazol-4-yl]- (CA INDEX NAME) 




RN 518989-19-0 CAPLUS 

CN Urea, N ' - [3- (5-ethoxy-6-f luoro-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -N, N- 
diethyl- (CA INDEX NAME) 




RN 518989-24-7 CAPLUS 

CN Urea, N' - [3- [6- (dif luoromethoxy ) -lH-benzimidazol-2-yl ] -lH-pyrazol-4-yl ] - 
N,N-diethyl- (CA INDEX NAME) 



Et2N— C— NH 



RN 518989-26-9 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- [6- (dif luoromethoxy ) -lH-benzimidazol-2-yl ] - 
lH-pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518989-28-1 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (6-chloro-5-methoxy-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-29-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- (1,5,6, 7-tetrahydroindeno [5, 6-d] imidazol-2- 
yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-30-5 CAPLUS 
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10/564, 166 



STN WO 200335065 



CN 4-Morpholinecarboxamide, N- [3- (1,5,6, 7-tetrahydroindeno [5, 6-d] imidazol-2- 
yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 




0 



518989-31-6 CAPLUS 

1-Piperidinecarboxamide, N- [3- ( 6-methoxy-lH-benzimidazol-2-yl ) -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 




RN 518989-32-7 CAPLUS 

CN Urea, N ' - [ 3- ( 6-methoxy-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N, N-dimethyl- 
(CA INDEX NAME) 
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RN 518989-33-8 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- ( 6-ethyl-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-34-9 CAPLUS 

CN Urea, N' - [3- (6-f luoro-5-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -N, N- 
dimethyl- (CA INDEX NAME) 




Me2N— C— NH 



0 



RN 518989-35-0 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- [6- (trif luoromethyl) -lH-benzimidazol-2-yl ] - 
lH-pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518989-41-8 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




0 



RN 518989-42-9 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-45-2 CAPLUS 

CN Urea, N' - [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N, N- 
dimethyl- (CA INDEX NAME) 




Me2N— C— 



0 
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RN 518989-47-4 CAPLUS 

CN Urea, N-cyclopropyl-N ' - [3- ( 6-ethyl-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-48-5 CAPLUS 

CN Urea, N- [3- (6-ethyl-5-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -N ' - 
methyl- (CA INDEX NAME) 




MeNH— C— NH 



0 



RN 518989-49-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [3- ( 6-ethyl-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]-4-methyl- (CA INDEX NAME) 
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Et 




NH 



6° 

I 

Me 



RN 518989-50-9 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- ( 6-f luoro-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518989-51-0 CAPLUS 

CN Urea, N- [3- (6-f luoro-5-methyl-lH-benzimidazol-2-yl) -lH-pyrazol-4-yl] -N ' - 
methyl- (CA INDEX NAME) 




MeNH— C— NH 



0 



RN 518989-52-1 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- ( 6-f luoro-5-methyl-lH-benzimidazol-2-yl ) -IH- 



Page 26 



10/564,166 STN WO 200335065 Page 27 

pyrazol-4-yl]- (CA INDEX NAME) 




CN 1-Piperazinecarboxamide, N- [3- (6-f luoro-5-methyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]-4-methyl- (CA INDEX NAME) 




I 

Me 



RN 518989-54-3 CAPLUS 

CN Urea, N-methyl-N ' - [3- [6- (trif luoromethyl ) -lH-benzimidazol-2-yl ] -IH-pyrazol- 
4-yl]- (CA INDEX NAME) 



F3C' 




MeNH- C— NH 

II 
0 
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RN 518989-55-4 CAPLUS 

CN Urea, N- [3- ( 6-chloro-5-methyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' - 
methyl- (CA INDEX NAME) 




MeNH— C— NH 



0 



RN 518989-56-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [3- (6-chloro-5-methyl-lH-benzimidazol-2-yl) -IH- 
pyrazol-4-yl]-4-methyl- (CA INDEX NAME) 




6 

I 

Me 



RN 518989-57-6 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' - ( 1 , 1- 
dimethylethyl)- (CA INDEX NAME) 




t-BuNH— C— NH 



0 

RN 518989-58-7 CAPLUS 
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CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' -ethyl- 
(9CI) (CA INDEX NAME) 




EtNH— C— NH 



0 



RN 518989-59-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]-4-methyl- (CA INDEX NAME) 




RN 518989-60-1 CAPLUS 

CN Urea, N-cyclopropyl-N ' - [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4- 
yl]- (CA INDEX NAME) 




NH 

A 
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RN 518989-61-2 CAPLUS 

CN Urea, N'- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N, N- 
diethyl- (CA INDEX NAME) 




Et2N— C— NH 



0 



RN 518989-62-3 CAPLUS 

CN Urea, N- [3- (5, 6-dimethyl-lH-benzimidazol-2-yl ) -lH-pyrazol-4-yl ] -N ' - ( 2- 
methylpropyl)- (CA INDEX NAME) 




i-BuNH— C— NH 
0 



RN 518989-63-4 CAPLUS 

CN Urea, N- (cyclopropylmethyl) -N ' - [3- (5, 6 -dimethyl- IH-ben z imida zol-2 -yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 




RN 518990-82-4 CAPLUS 
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CN 3-Furancarboxamide, N- [3- ( 6-chloro-5-methyl-lH-benzimidazol-2-yl ) -IH- 
pyrazol-4-yl]- (CA INDEX NAME) 



IT 518989-03-2P , Cyclopropanecarboxylic acid 

[3- (5-ethoxy-6-ethyl-lH-benzimidazol-2-yl) -1- (tetrahydropyran-2-yl ) -IH- 
pyrazol-4-yl] amide 518989-07-6P , 

4-Methylpiperazine-l-carboxylic acid 

[3- (1, 5, 6, 7-tetrahydro-l , 3-diaza-8-indacen-2-yl ) -1- (tetrahydropyran-2-yl ) - 
lH-pyrazol-4-yl] amide 518989-09-8P , 

1 , l-Dimethyl-3- [ 3- (1 , 5, 6 , 7-tetrahydro-s-indacen-2-yl ) -1- (tetrahydropyran-2- 
yl) -lH-pyrazol-4-yl] urea 518989-12-3P , Cyclopropanecarboxylic 
acid [3- (6-ethoxy-5-f luoro-lH-benzimidazol-2-yl) -1- (tetrahydropyran-2-yl ) - 
lH-pyrazol-4-yl] amide 518989-14-5P , 

Tetrahydropyran-4-carboxylic acid [3- ( 6-ethoxy-5-f luoro-lH-benzimidazol-2- 

yl) -1- (tetrahydropyran-2-yl) -lH-pyrazole-4-yl] amide 518989-16-7P 

, Morpholine-4-carboxylic acid [ 3- ( 6-ethoxy-5-f luoro-lH-benzimidazol-2-yl ) - 

1- (tetrahydropyran-2-yl) -IH-pyrazol- 4-yl ] amide 518989-18-9P , 

Piper idine- 4 -car boxy lie acid 1 3- ( 6 -ethoxy-5-f luoro-lH-benzimidazol-2-yl ) -1- 

(tetrahydropyran-2-yl) -lH-pyrazol-4-yl ] amide 518989-20-3P , 

3- [3- (6-Ethoxy-5-f luoro-lH-benzimidazol-2-yl) -1- (tetrahydropyran-2-yl ) -IH- 

pyrazol-4-yl]-l, 1-diethylurea 518989-25-8P , 

3- [3- (5-Dif luoromethoxy-lH-benzimidazol-2-yl) -1- (tetrahydropyran-2-yl ) -IH- 
pyrazol-4-yl] -1, 1-diethylurea 518989-27-OP , 

Piperidine-l-carboxylic acid [3- ( 5-dif luoromethoxy-lH-benzimidazol-2-yl ) -1- 
(tetrahydropyran-2-yl) -lH-pyrazol-4-yl ] amide 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 



(preparation of benzimidazoles and analogs and their use as protein kinase 

inhibitors ) 



RN 518989-03-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- ( 6-ethoxy-5-ethyl-lH-benzimidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 




NH 
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RN 518989-07-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4-methyl-N- [3- (1,5,6, 7-tetrahydroindeno [5, 6- 

d] imidazol-2-yl) -1- (tetrahydro-2H-pyran-2-yl ) -lH-pyrazol-4-yl ] - (CA INDEX 
NAME) 




RN 518989-09-8 CAPLUS 

CN Urea, N, N-dimethyl-N ' - [3- ( 1, 5, 6, 7-tetrahydroindeno [5, 6-d] imidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 




Me2N— C— NH 
II 
0 



RN 518989-12-3 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518989-14-5 CAPLUS 

CN 2H-Pyran-4-carboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]tetrahydro- (CA INDEX NAME) 




RN 518989-16-7 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 
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RN 518989-18-9 CAPLUS 

CN 4-Piperidinecarboxamide, N- [3- ( 5-ethoxy-6-f luoro-lH-benzimidazol-2-yl ) -1- 
(tetrahydro-2H-pyran-2-yl)-lH-pYrazol-4-yl]- (CA INDEX NAME) 




H 



RN 518989-20-3 CAPLUS 

CN Urea, N ' - [3- ( b-ethoxy-G-f luoro-lH-benzimidazol-2-yl ) -1- (tetrahydro-2H- 
pyran-2-yl)-lH-pyrazol-4-yl]-N,N-diethyl- (CA INDEX NAME) 




Et2N-C— NH 



0 



RN 518989-25-8 CAPLUS 

CN Urea, N' - [3- [6- (dif luoromethoxy ) -lH-benzimidazol-2-yl ] -1- (tetrahydro-2H- 
pyran-2-yl)-lH-pyrazol-4-yl]-N,N-diethyl- (CA INDEX NAME) 



F2CH-0' 




Et2N— C— NH 



0 



RN 518989-27-0 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- [6- (dif luoromethoxy ) -lH-benzimidazol-2-yl ] -1- 
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(tetrahydro-2H-pyran-2-yl)-lH-pyrazol-4-yl]- (CA INDEX NAME) 
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